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33-Carbohydrates Vol 112, 1990 



10% Pd/C in MeOH and then reacted with 4,4'-dimethoxytrityl 
chloride to give 2'-deoxyuridine deriv. (II: R». = ,CH2CHiCC>2Me, 
DMT = 4%4 , -dimethoxytrityl).' Amidation of the latter with 
(H 2 NCH 2 ) 2 to give II (Ra = CfoCH^ONHCHzCHsNH:!) followed by 
amidation with EDTA tri-Et ester N-hydroxysuccmimide ester gave 

ii.(R* = rs)... . .. •• ■ , ■...:'.' 

^ M2: 36384y Preparation of riboflavin lactone as a precursor 
far vitamin B 2 acid. .Tac'hibana, Kyoshi; Takahashi, MiSffiiao- 
Matoba, Yasuhiro; Yamauchi, Shin;' Sada, Norimasa; :Toda, Toku 
iHstuien: I'.vTia! Induitrv. Ltd) Jpn. Kokai Tokkyo Koho JP 
0'1 132,586 [69.132,586] " (Cl. C07D475/14), 25 May 1989, Appl. 
87/290,822, '17 Nov 1987; 5 pp. . The title cbmpd. (I) is prepd. A 



join, of vitamin Bt'add and DCC in BuOH was stirred i h at 55°"in 
the dark to give 78% I. I was prepd. is 24.6-69.2% yield by varying 
reaction condition or using HjSO* instead of DCC. 

112: 36385Z Preparation of griseolic acid diester derivatives 
for treatment of glaucoma, .Kaneko, Masakatsu; . Kimura, .Misako; 

-•— Yamazaki, .Mitsuo 



:c 1987; IS pp. -The title compds. [I^Ri. RJ 



ppl. 87/30 
=,H, (un) 



'ioxymeth; 



), II 0.002% sofa. (50 fiL) in 6.4% 
t's eye, the intraocular pressure was 
that of the :eye treated with 0.5% 
" « 7.0) contg. II 0.002, 



Na 2 HP0 4 0.716, NaH 2 PO< 0.728, NaCi 0.400, p-1 
0.026, p-HOCsH.COjPr 0.014 g, q.s. H 2 0, and q.s. NaOl 
112: 36386a Preparation of I-(2',3'-dideoxyerythr< 



opyranosyl) uracil derivative 

agents, and antiviral agent!.. . „„„, ,„ „ 

Shoichi; Myata, Yoshuki; Mori, Tomoyuki (Pola Chemical 
Industries, Inc.) Jpn. Kokai Tokkyo Koho JP 01,139,596 [89,139,596] 



dissolved in MeCN and tri-O-acetyl-D-glucal was added foUowed by 
S « < S? pwl ??l Th.e mutt, was allowed to react to give 77.5% I (Ri 
= Ac, R* = H) which was treated with NaOMe in MeOH to eive 
.78.30% I (Ri = R= = H). Twelve I showed LDso values of 700-1250 
mg/kg ^p. or x.v. after 14 days from the administration to mice. 
When 1/10 amt. of LDso values was administered to mice transplanted 
S?'f Ehrlicfa-s ascites carcinoma, I gave av. ho. of survival days of 
21.4 7 26.4 vs. 19.0 for the control.. I in vitro at 100 «g/mL inhibited 
the infection of vero cells (monkey kidney cells) with herpes simple* 
virus type I. .. .' -. 

1 12: 36387b Preparation of D-arabinc- aid ribofuranosylpurine 
and pynmidine nucleosides for treatment or retrovirus infections 
Aktieselskabet Atlas Jpn. Kokai Tokkyo Koho JP 01,151,595 
[89 151,595] (Cl. C07H19/OS7), 14 Jun 1889, SE Appl. 87/4.298. 
03 Nov 1987; 21 pp. The title nucleosides [I; A =. Q, Qij Ri = OH, 



"Mm 



NH» R» = H, P, Cl.'Br, iodo. CFj, Me, Et, Bu, MejCH, cyclopropvl, 
SS'PUrfFgf 1 ' C^OMo, CHMe 2 OH, CHsSMe, Ci':CH„ fcH CHMe 
• h I H E MkCH,. CHjCHiCHs. C-CI ik'fdt ' H (. «. H, 
R=, R< = H, O! NH 2 )-. H. O. OMe; Re = H, F. Cl, Br, iodo 
OMe, cyano, C;CH, N 3 ; Rt = F, Cl. Br, iodo, OH, ORs,.OjCR». 
« S. o, OS02R^", ri P0 3 H; R8 = CMjaikyl, (un)substituted arylalkyl; 



H, R", = Ci iv ii U urn) i i! tituted an ilkyl cr aryl » 

ison that, Ag. (a) when Rt = H, ft * H, Ns and 

H, Ri_« OH, A =. thymine ' , cytosirie, '/3-adeni ' 



2, Re ^ F], i 



when Rl 
infection with 

or hepatitis B virus in mammals 
):NSiMe3 was added to a suspens 
3'-<ieoxythymidine in MeCN. ". I 
added and the' resulting mixt 



(b) 



. specifically (II; R = Pr; R» = H) (III) 

acceptable salt are prepd. lor the treatment . of 

n immunodeficiency virus (HIV)] 

d humans. . Thus; MeC(OSiMe3= 
of 5--prppyluracil and 3'-fluorq-= 



and its salts which show good activity f 

icular pressure of eye and are useful for.treatn_ , 

irepd. Thus, MeCN was added to griaeolic acid followed by 
iazabicyclo[6.4.0]-7-undecene with stirring under N." To the 
;ing mixt., Me3CC0 2 CH 2 I was added under ice-cooling and the 



■Suzuki, Toshimitsu; - Sakaguchi, amt. of t 



1 12: 36388c Preparation of radioiodinatcd pyrimidine nucleosides 
and nucleotides for labeling DNA in proliferating cells. Kassis 
Amin I.; Baranowska-Kortylewicz, Janina (Harvard College) PCT 
Int. Appl. WO 89 07,106 (Cl. C07H1/00), 10 Aug 1989, US Appl. 
150,133, 29 Jan 1988; 14 pp. The title compds., useful for labeling 
DNA of proliferating cells in studies of tumor transplantation and of 
DNA structure, are prepd. via contacting a H 2 0-insoI. halomercury= 
pyrimidine nucleoside or nucleotide with an aq. medium contg. 
dissolved radioactive iodide ion and iodogen, the molar amts. of the 
le and the iodogen beine in excess of the molar 
and serjg. the residual _ HjO-insol. material 



including the hdomercurypryimidine nucleoside or nucleotide from 
the soln. S-JCMpromerCTiryJ^'-deoryuridine, prepd. from 2'-deoiyuridine 
and Hg(OAc)s and NaCl, was treated with iodogen and Na"sl in HjO 
at room temp, for 2 h to give 57.1% 5-ti2s7]idodo-2'-deoxyuridina. 

112:36389d Substituted azolides of ribonucleosida 5'-mono= 
phosphates as intermediate products for synthesis of ribonucleoside 
^'-polyphosphates. Purygin, P. P.; Kraevskii. A. A.; Belousova, Z. 
P.; Papch.kh, \ Yak uo I A. (Kuibyshev State 

University; Institute of Molecular Biology, Academy of Sciences, 
U.S.S.R.) U.S.S.R. SU 1,491,872 (Ci. (?07H 19/20), 07 Jul 198^ 
Appl. 4,105,923, 08 Aug 1986. From Otkrytiya, Izobret. 1989, (25) 
108. Substituted azolides of ribonucleoside 5'^monopho3phates I [(a) 
when X = CH and Y = Me, B = adenine radical; (b) when X = CH 
and Y = Br, B = adenine radical: (c) when X = B and Y = N0 2 , B = 
uracil radical; (d) when X = CH and Y = Br, B = guanine radical: 
(e) when X = CH and Y = N0 2 , B = cytosine radical; (f) when X = 
' " v - *>• ° - -«•— x = CH and Y = 

s for the synthesis 



oA 



M., S10 A 



CH and Y = Br, B = cytosine radical; (g) whei 
*"* " nine radical) are used as intermedie 
«• '•■phosphate- 



of riijonucleo!- , 

112: 36390x Preparation . . 

derivatives as antiviral and antitumor agents. Marquez'V. E.; 
Driscoll, J. S. (United States Dept. of Health and Human Services) 
" * " * ' Appl. 31 Jan 1989; 64 



cyclopentenylpyrimidine and -purine 



Lion of D-glucal derivs. (II; R3 = acyl) with 
s. (Ill or IV) followed optionally by acylation. 
duct of uracil with MeC(OSiMe 3 ):NSiMe 3 was 



analogs (I; R1-R3 = H, OH; B = Q-QJ, , 
- - v,i, NH 2 ; R5 = OH, NH 2 ) which have potent anti'virali 
ititumor, and cancer cell differentiating activity, are prepd. via 
mdensation of a cyclopentyl tosylate II (Ts = 4-MeC<iH4S02) with 
anne and pyrimidine derivs. Thus, 6-chloropurine was stirred 40 
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